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(57) Abstract 

Compounds represented by general formula (I) wherein m is 0 or 1; n is an integer of from 1 to 3; R 1 and R 2 are the same or different 
and each represents hydrogen, halogeno, amino, etc.; R 3 and R 4 are the same or different and each represents hydrogen, halogeno, nitro, etc.; 
and X and Y are the same or different and each represents oxygen or sulfur. These compounds specifically inhibit, for example, binding of a 
chemokine to a chemokine receptor such as CCR3 to thereby regulate the selective migration and activation of leukocytes. Owing to this 
effect, these compounds are useful in treating, for example, acute and chronic inflammatory diseases such as sepsis, pneumonia, arthritis and 
allergic diseases, cancer, ischemic reflow failure, arteriosclerosis, rejection reaction in association with organ transplantation, human 
immunologic deficiency syndrome, etc., in particular, acute and chronic inflammatory diseases and human immunologic deficiency 
syndrome. 
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u r a2 7th + y^fiH7ril/ (l^t^flTSSmSSI) £iPX-> 3 7 X:\ZX 3 
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O^IHH >^-M&. dn&3 4 0nmi 3 8 0 nm«b, 5 0 On 
m©ii3fc&H5£U 3 4 0/3 8 OJt^X^-bT, Z.tl&.QmmfotDVi'V 
Am^WHU-rZo 7^httCCR3»ra-f>Eo t ax i n (1 
OnM) SrfflV^ 7>*zl—7>hmm%7zt—7,bfflm5frm\ZlffWtn&22i'g 

(I C 50 m) tlT« 0 1 4 <D{fc£#lO I C 50 (i6 8 

— 19^ [i] T^sn^b-s-wa, jSPXtt*iSPWfci9:-^-rs2ii:**T?#, 
25 m> ^x>»=^-hU^A. b Fn+vyDtf;nz;i/n-x, v;i/bi — ;k v 

X^l/>, I^k^yi, #U bx;i/tfP'J KX XfT'J^^yvA, 
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m\z7kxizm<DmmtmmzmMxumm-zitz>M-e&'oT*>j:i,\ mz 
&mm<Dm&. >&mzifcVT£.m&wkx\zzr ^omm\zmmx^mm^x% 

*«W<Bffc^»«rlSC]iUfiL Wife, 7 U )\s#—m£B&<DM&RX*&& 

<fcl3S^§^, -«gl:iat#©*^ ^AlB$fc0, 0. 01~20mg/ 
k g£ 1 ~tHIt:^in, ^fc^lSPS-^OJS'&tt, 0. 0 0 2~10rag/k 

20 

25 N — [ (1 -^>>*J)/-3-bf^U *J)V) - (2-^>^7y -| J^ 

Or) T-tr hT^ K<P^)% 

3 -T^/^^l/- 1 -'OvWfcWJ v> 1 2mg, (2-^>y'f7 > / , J 
S«2 0mg, 1-X3MI/-3- (3 5 7 7 0 nbi o ;i/) 

^y^5H-MI (KT. EDC I • HC 1 t.Uo) 2 5 m g TkTS 1-tFn 



WO 00/53600 



PCT/JPOO/01479 



22 

+ y^>Xh'J7V-^2 7mg*^OD5|>^l:»#bai7 1 2P#IS]J«#l, 

D7h^77^f- (Ki ese lge 1™60F 2 64> Art5744 (*;U# 
5 ttfi) , ^7Dn*M/^^y-Jl/=2 0/l) (iTfflSl, «^tl2 1m 

'H-NMR (CDC 1 3 , fippm) :0. 82-1. 0 0 ( 1 H, m) , 1. 
32-1. 90 ( 6 H, m) , 2. 50-2. 70 ( 2 H, m) , 3. 09-3. 
22 (2H, m) , 3. 25 (1H, d, J = 1 3. 3Hz) , 3. 34 ( 1 H, 
10 d, J = 13. 3Hz) , 3. 94 (2H, s) , 7. 12-7. 37 (6H, 
m) , 7. 44 ( 1 H, t, J = 7 . 9 H z ) , 7. 41-7. 55 ( 1 H, m) , 
7. 77 (1H, d, J = 7. 9Hz), 7. 84 ( 1 H, d, J = 7. 9Hz) 

FAB-MS (m/e, (C 22 H 25 ON 3 S 2 + H) + ibt) : 412 

15 igfi&ftl 2 

N — [ ( (3R) -l-^>^-3-tf^Uv*;W) - (2-^>V^ 

(3 R) -3-75/^fJl/- 1 -^>v;Hf^U> ? >€:ffi^T«^l 1 tm 

20 1 H-NMR (CDC 1 3 , S p pm) :0. 82-1. 02 ( 1 H, m) , 1. 
20-2. 05 (6H, m) , 2. 55-2. 75 (2H, m) , 3. 19 (2 
H, t, J = 6. 2Hz), 3. 26 (1H, d, J = 13. 2Hz), 3. 3 
4 (1H, d, J = 13. 2Hz) , 3. 94 (2H, s) , 7. 10-7. 6 
0 (8H, m) , 7. 77 ( 1 H, d, 3 = 7. 9Hz) , 7. 85 ( 1 H, d, 

25 J = 7 . 9 H z ) 

FAB-MS (m/e, (C 22 H 25 ON 3 S 2 + H) + ibt) : 412 

^»J3 

n— [ ( i -^yy)v- 3 -e^uvju) ^ - (2-^>y^^/'j^ 
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<2 - =hjvu g^^ffi^x^»!j i tmmojjm-cmmit 

'H-NMR (CDClj, <5ppm) : 0. 8 0 - 1. 0 8 ( 1 H, m) , 1. 
5 20-2. 05 ( 6 H, m) , 2 . 55-2. 80 ( 2 H, m) , 3. 10-3. 
30 (2H, m) , 3. 31 ( 1 H, d, J = 13. 2Hz) , 3. 39 (1H, 
d, J = 13. 2Hz) , 3. 86 (2H, s) , 7. 10-7. 64 (10 H, 
m) 

FAB-MS (m/e, (C 22 H 25 0 2 N 3 S+H) + iLT) : 396 

10 

nmM4 

N- [ (1 -iy 3-bf^'Jy;!/) - (6-Xh4 : y-2-^> 

(6-xh+y-2-^>^77UJW) Bfflft*fflViT*Jfi«l bffl&to 
15 ^ffiT^ffi-fc^&^Ufe, 

'H-NMR (CDC 1 3 , <5ppm) : 0. 8 1-1. 01 ( 1 H, m) , 1. 
20-2. 00 (6H, m), 1. 43 (3H, t, J = 7. 0Hz) , 2. 5 
4-2. 72 (2H, m) , 3. 18 (2H, t, J =5. 9Hz), 3. 26 
(1H, d, J = 13. 2Hz) , 3. 3 4 ( 1 H, d, J = l 3. 2Hz), 
20 3. 9 0 (2H, s) , 4. 03 ( 2 H, q, J = 7 . 0Hz), 6. 97-7. 
06 (1H, m) , 7. 15-7. 3 4 (6H, m) , 7. 42-7. 60 (1 
H, m) , 7. 71 (1H, d, J =8. 9Hz) 

FAB-MS (m/e, (C 24 H 29 0 2 N 3 S 2 + H) + £bT) : 456 

25 %W0\ 5 

N- ( 1 -^>vjl/- 4 -bf^U *J)V) - (2-^>7^77UJl/^t) h 
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1 H — NMR (CDC 1 3 , fippm) : 1. 3 7- 1. 54 (2H, m) , 1. 
70-2. 25 (4H, m) , 2. 45-2. 74 (2H, m) , 3. 36 (2 
H, s), 3. 69-3. 89 ( 1H, m) , 3. 92 (2H, s), 7. 11- 
7. 32 (5H, m) , 7. 35 ( 1 H, t, J = 8. 2 Hz) , 7. 47 (1 
5 H, t, J = 8. 2Hz) , 7. 4 0- 7. 6 0 ( 1 H, m) , 7. 78 ( 1 H, 
d, J = 8. 2Hz)), 7. 84 ( 1 H, d, J = 8. 2Hz) 

FAB-MS (m/e, (C 21 H 23 ON 3 S 2 +H) + tbT) : 398 

10 N- [1- (4-y7;^>y» - (2-^>'/^7'/U 

4-75;-l - (4-y7M>yJW tf ^ U y>$fflWS»Jl <h|WI^ 

1 H — NMR (CDC 1 3 , <5ppm) : 1. 3 7- 1. 5 3 (2H, m) , 1. 

15 79-1. 95 (2H, m), 2. 08-2. 23 (2H. m) , 2. 45-2. 
65 (2H, m) , 3. 39 (2H, s), 3. 70-3. 90 ( 1 H, m) , 
3. 93 (2H, s), 7. 30-7. 65 (3H, m) , 7. 35 (2H, d, 
J=8. 2Hz) , 7. 56 (2H, d, J = 8. 2Hz) , 7. 80 ( 1 H, 
d, J = 8. 6Hz) ) , 7. 86 ( 1 H, d, J = 8. 6Hz) 

20 FAB-MS (m/e, (C 22 H 22 ON 4 S 2 + H) + ilt) : 423 

N — [1- (3, A-VZUWOz?)),) ~ (2-^>^P 

7 V U 7± b 7 § HOM 

25 4-757-1- (3, 4-y^DDAyy» lf^'Jy>^^TIIlil 

! H-NMR (CDC 1 3 , fippm) : 1. 3 3 - 1. 5 5 (2H, m) , 1. 
80-1. 93 (2H, m), 2. 05-2. 20 (2H, m), 2. 42-2. 
65 (2H, m) , 3. 27 (2H, s) , 3. 7 0 - 3. 8 8 ( 1 H, m) , 
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3. 93 (2H, s) , 7. 07 (1H, d d , J = l. 9, 8. 2Hz) , 7. 
29-7. 4 2 (3H, m) , 7. 48 (1H, t, J = 7. 8Hz), 7. 5 
2 (1H, d, J = 7. 5Hz) , 7. 79 (1H, d, J = 7. 8Hz) , 7. 
8 5 (1H, d, J = 7. 8Hz) 
5 FAB-MS (m/e, (C 21 H 21 ON 3 S 2 C 1 2 + H) + tbT) : 466 

mmms 

N- [1- (3, 4-^»nD^>^) -4~tf^U v^l/] ~ (6-xmr'>~ 

10 (6-Xh*y-2-^>^7y i Jm) W»*fflViT^Jfi<«l7i:ra«0 

36tt?««tt« S b fee 

1 H — NMR (CDC 1 3 , 5 p pm) : 1. 35-1. 55 ( 2 H, m) . 1. 

46 (3H, t, J = 7. 0Hz) , 1. 80-1. 95 (2H, m), 2. 0 

5-2. 25 (2H, m) , 2. 40-2. 70 (2H, m), 3. 28 (2H, 
15 s), 3. 72-3. 95 ( 1 H, m) , 3. 89 (2H, s), 4. 09 (2 

H, Q, J = 7. 0Hz) , 6. 96-7. 12 (2H, m) , 7. 20-7. 

45 (3H, m) , 7. 55 (1H, d, J=8. 0Hz) , 7. 73 (1H, 

d, J = 8. 9H z ) 

FAB-MS (m/e, (C 23 H 2 5 0 2 N 3 S 2 C 1 2 + H) + t LT) : 510 

20 

«^J9 

N- [l- (3, 4-v ? ^na^>> ? ;W) -4-tf^Uv*;Kl - (2-^>\79=- 

(2 — s > y?77 u -» BfK *m ^xm mm 1 1 mmo^m-vmmit 

25 &Vs*&f&Vfco 

L H-NMR (CDC1 3 , <5ppm) : 1. 4 0- 1. 6 4 (2H, m) , 1. 
86-2. 05 (2H, m) , 2. 05-2. 22 ( 2 H, m) , 2. 62-2. 
85 (2H, m) , 3. 41 (2H, s), 3. 82-4. 00 (1H, m) , 
5. 02 (2H, s) , 6. 25 (1H, d, J = 8. 2Hz) , 7. 12 (1 
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H, dd, 3 = 2. 0, 8. 2Hz) , 7. 2 2- 7. 5 0 (4H, m) , 7. 
64-7. 80 (2H, m) 
FAB-MS (m/e, (C 21 H 21 0 2 N 3 S C 1 2 + H) + tlT) : 450 

5 mxm i o 

N— [ (l-^>S?JP-3-b^'J^;iO - (6-7S/-2-^; 

f7V'Jm) 7tb7$FM'N- [ (1 -^>^;i/-3-h°^sU * 
g^j - (6-7$/-7-^nn-2-^>'/f7'/'JMt) 7th75H 

10 ##^l-e^brcf^#3 8mg. 1*1 5mg, ll»0. 3mK*l. 

omi, ;n. omi^u 2 TOJn^M^bfco H^t^TO 

-cteffli b fee mmzmmm^ u# e> ii^o7h^77<f-(K 

i e s e 1 g e 1 ™6 0 F 2 54 , A r t 5 7 4 4 (*)V2%M) , 77Dn*;i/A 
15 /^^;-Jl/=2 0/l) CITJftiSU tM^©6-75;#2. lmg£ 
iWibT, £7c. »-&i06-757-7-^nn#4. Omge 

N— [ (1 -1>i?)V- - (6-75/-2-^>y 

20 l H-NMR (CDC 1 3 , fippra) : 0. 80-1. 00 ( 1 H, m) , 1 . 
20-1. 90 (6H, m) , 2. 5 6- 2. 75 ( 2 H, m) , 3. 17 (2 
H, t, J = 6. 0Hz) , 3. 28 (1H, d, J = 13. 2Hz) , 3. 3 
7 (1H, d, J = 1 3. 2H z) , 3. 79 (2H, br. s) , 3. 88 (2 
H, s) , 6. 76 (1H, dd, 1=2. 3, 8. 7Hz), 7. 00 (1H, 
25 d, J = 2. 3Hz), 7. 16-7. 34 (5H, m), 7. 49-7. 65 
(1H, m) , 7. 62 (1H, d, J = 8. 7Hz) 
FAB-MS (m/e, (C 22 H 26 ON 4 S 2 + H) + iUT) : 427 

N- [ (1 -^>>U)/- 3 -fcWJvMlO - (6-75 7-7 -^nn- 
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2 - ^ y V^T V U 7th75F 

1 H — NMR (CDC 1 3 , fippra) : 0. 75-1. 01 (1H, m) , 1. 
15-2. 12 ( 6 H, m) , 2. 60-2. 80 ( 2 H, m) , 3. 18 (2 
H, t, J = 6. 5Hz) , 3. 31 (1H, d , J = 13. 2Hz) , 3. 4 
5 0 (1H, d, J = 13. 2Hz) , 3. 88 (2H, s) , 4. 13 (2H, 
br. s), 6. 85 (1H, d, J = 8. 6Hz), 7. 10-7. 48 (6 
H, m) , 7. 5 4 (1H, d, J = 8. 6 Hz) 

FAB-MS (m/e, (C 22 H 25 ON 4 S 2 C 1 +H) + <hCT) :46 1 

io nmw 1 1 

N — [ (1- (3, 4-y^DD^>yJ|/) -3-b°^UyJl/) **f-)V\ - (2- 

#%M2-C&fi£bfc<b^l 0mgR^3, 4-y^on^>X7^rhF2 
0. 9mgS^Dn^^>lmll:BSU TKSlfb h U T-fe h^v'sfctfSfH- h 
15 U^A 1 0mgRtfB»2 0 jli 1 £Jn*-» MT? 1 2ll#lfflflM$Lfc. RJ&tiUZ 1 

(K i e s e 1 g e 1 ™6 0 F 2S4 , Art5744 (^;i^*±$S) , ^OO* 

20 ^<hCTt#fCc 

1 H — NMR (CDC 1 3 . 5 ppm) : 0. 7 8- 1. 0 9 (1H, m) , 1. 
18-2. 48 (6H, m) , 2. 49-2. 78 (2H,m), 3. 06-3. 
30 (4H, m) , 3. 94 (2H, s) , 7. 04 ( 1 H, dd, J = 2. 0, 
8. 2Hz), 7. 24-7. 40 (3H, m) , 7. 4 4 ( 1 H, t, J = 8. 
25 1Hz) 7. 45-7. 60 (1H, m), 7. 77 (1H, d, J = 8. 1H 
z) , 7. 8 4 (1H, d, J =8. 1Hz) 
FAB-MS (m/e, (C 22 H 23 ON 3 S 2 C 1 2 + H) + t It) : 480 



mmm 1 2 
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N- [1- (4-^gp-3 --bW*>i?)V) -4-bf^U^;H - (2-^ 



5 ^m^xmmm 1 1 tmrn^mx-mmit^^^vrco 

1 H — NMR (CDC 1 3 , <5ppm) : 1. 3 4- 1. 5 8 (2H, m) , 1. 
58-2. 00 (2H, m) , 2. 0 6-2. 30 (2H, m) , 2. 36-2. 
71 (2H, m) , 3. 34 (2H, s) , 3. 6 9 - 3. 9 0 (1H, m) , 
3. 93 (2H, s) , 7. 32-7. 54 (4H, m) , 7. 55 (1H, d, 
10 J = 7. 8Hz) , 7. 75 ( 1 H, s) , 7. 79 (1H, d , J = 8. 1H 
z) , 7. 85 ( 1 H, d, J = 8. 1Hz) 

FAB-MS (m/e, (C 21 H 21 0 3 N 4 S 2 C 1 +H) + tbT) : 477 



15 N- [1- (3-7$;-4-^DD^>y^) - 4 - fcf^U - (2-^ 

H»!ll 2T-&J5fcbfc*fr&4fcl2 8mg©^^;-Jl/4m 1 jgjgfcftfttH ( I ) 
1 0 7mgW*»^'J , )A5 9mgSM, Ml? 1 P*M«#L;fc. 

20 * y^AT^ilfc. »jfltS«ffi«3cL»e>n/iiaaEft»M*Jl^ Q7h^7 
(Kieselgel™60F 2 54 , Art5744 (;*;V^*h£S) > # 
nP7js;UA/^^7-;W= 1 0/1) KTfflfKU Mft-&*j5. Omg^tfi 

1 H — NMR (CDC 1 3 , 5ppm) : 1. 3 4- 1. 5 4 (2H, m) , 1. 
25 7 0- 1. 9 8 ( 2 H, m) , 2.0 5 - 2. 2 0 (2H, m) , 2 . 42-2. 
75 (2H, m) , 3. 25 (2H, s) , 3. 71-3. 88 (1H, m) , 
3. 92 ( 2 H, s), 3. 93-4. 12 ( 2 H, m) , 6. 55 ( 1 H, d , 
J = 8. OHz) , 6. 68 (1H, s) , 7. 11 (1H, d, J = 8. OH 
z) , 7. 36 (1H, t, J = 8. OHz) , 7. 47 ( 1 H, t, J = 8. 
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0Hz) , 7. 53 (1H, d, J = 8. 3Hz) , 7. 7 8 ( 1 H, d, J = 
8. 0Hz) , 7. 84 (1H, d, J=8. 0Hz) 
FAB-MS (m/e, (C 21 H 23 ON 4 S 2 C 1 +H) + ^LT) : 447 

5 ^»!J 1 4 

N- [1- (3, 4-v^aP^>> ? ;^) -4-fcf^»J>?JKI - (6-737- 
2 - ^ > V'^T y' U jk^) 7-fe h Z ^ H 

##^4^bfc{b^l 0 7mg. »35mg, ififbT >^-^ A 5 6 m 
g, 7K2. OmK ^^7— ;i/2. 0 m 1 ROTH F 2 . Oml^U 3 B# 

^,tlfc?S^^mffl»Jl^n-7 h^/^y^-iK i e s e 1 g e 1 ™6 0 F 2S4 , 

A r t 5 7 44 (*)V#tiM) , ^nn^A/^^;-^=3 0/1) tCTffi 

MU 3aH{fc^«7 8mg^S^tlT#fc. 
15 'H-NMR (CDC 1 3 , 6 p pm) : 1. 3 5- 1. 5 5 ( 2 H, m) , 1. 

74-1. 92 ( 2 H, m) , 2. 00-2. 20 ( 2 H, m) , 2. 36-2. 

65 (2H, m) , 3. 27 (2H, s) , 3. 65-3. 90 ( 1 H, m) , 

3. 85 (2H, s) , 6. 80 (1H, dd, J=2. 3, 8. 7Hz) , 7. 

02 (1H, d, J =2. 3Hz), 7. 00-7. 12 (1H, ra) , 7. 2 
20 0-7. 4 0 (2H, m) , 7. 5 0- 7. 7 0 (2H, m) 

FAB -MS (m/e, (C 21 H 22 ON 4 S 2 C 1 2 +H) + tlT) :481 

mmm 1 5 

N — [1- (3, 4--J9UU^yjy)V) -4-^'JyJM - (6-7-fehT 
25 $ H - 2 -^>'/f7'/'Jil/ft) 7th7$F(DM 

^»J1 47^1/^*9. 6mg0^nn*jl/Mml WchUxf 
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(K i e s e 1 g e 1 ™6 0 F 2 6 4 , A r t 5 7 4 4 {*)V2ttM) , ^nn* 

'H-NMR (CDC 1 3 , fippm) : 1. 3 2 - 1. 5 0 (2H, m) , 1. 
5 76-1. 91 (2H, m), 2. 01-2. 18 (2H, m), 2. 22 (3 
H, s) , 2. 42-2. 65 ( 2 H, m) , 3. 28 (2H, s), 3. 6 8- 
3. 88 (1H, m) , 3. 90 (2H, s) , 7. 07 (1H, d, J=8. 
0Hz) , 7. 19-7. 50 (5H, m) , 7. 75 ( 1 H, d, J = 8. 6 
Hz) , 8. 3 6 (1H, s) 
10 FAB-MS (m/e, (C 23 H 24 0 2 N 4 S 2 C 1 2 + H) + tlt) : 523 

mmm 1 6 

N- [1- (3, 4-V>7UU^>¥)V) -4-b°^Uv?;i/] - (6-^>X7 
$ K-2-^>^7'/'JJW) 7th75 HOM 
15 H»!J 1 4T^Lrcfb-o-#J9. 6mgO^OO*Mlmm»;h'Jxf 

o a i iBasmt^yv-ovs ix i ^ox^re i zmmmw^fc* m 
m*mj£W£u%znttm*ttwmmm2n-vb¥77j~ (Kieseig 

e 1 ™6 OF 2 5 4 , Ar t 5744 (^J^ttl) , Z U u^)Vh,/ ^ $ / —)V 

= 19/1) CTHIL, m&ik&m 7 . 2mg«WiLT!IL 
20 1 H-NMR (CDC 1 3 , <5ppm) : 1. 33-1. 51 (2H. m) , 1. 

76-1. 91 ( 2 H, m) , 2. 03-2. 20 ( 2 H, m) , 2. 41-2. 

65 ( 2 H, m) , 3. 29 (2H, s), 3. 70-3. 88 (1H, m) , 

3. 91 (2H, s ) , 7. 08 (1H, d, J = 8. 2 Hz) , 7. 28-7. 

36 (2H, m) , 7. 38-7. 62 (5H, m) , 7. 81 ( 1 H, d, J 
25 =8. 7Hz) , 7. 85-7. 95 (2H, m), 8. 04 (1H, s) , 8. 

5 2 (1H, d, J=2. 0Hz) 
FAB-MS (m/e, (C 28 H 26 0 2 N 4 S 2 C 1 2 + H) + t IT) : 585 
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N- [1- (3, 4-y^nD^>y^) - 4 - fcf^ U i?)V\ - (6-xh^y 
##fd5T^b/t'fb'&#3l 5 0mg(Z)^Dn*M2m lMl:h'J7M 

5 umm i m i £in7L^?fi-e 1 2 P#M^^fc 0 1 2 

3 m g £#7c. 

X@2. N- [1- (3, 4-y^OD^>yJW -4-tf^Uv;K] - (6- 
X h + y * 2 > Jl/f 7th75 H©M 

10 1 H — NMR (CDC 1 3 , <5ppm) : 1. 3 2 - 1. 5 2 (2H, m) , 1. 
43 (3H, t, J = 7. 1Hz), 1. 80-1. 92 (2H, m) , 2. 0 
0-2. 20 (2H, m), 2. 45-2. 68 (2H, m) , 3. 29 (2H, 
s) , 3. 7 0- 3. 9 0 (1 H, m) , 3. 96 (2H, s) , 4. 43 (2 
H, q, 3 = 7. 1Hz) , 7. 00-7. 10 ( 1 H, m) , 7. 20-7. 

15 40 (3H, m), 7. 87 (1H, d, J = 8. 6Hz), 8. 16 (1H, 
dd, J = l. 6, 8. 6Hz) , 8. 52 ( 1 H, d, J = l. 6Hz) 
FAB-MS (m/e, (C 24 H 2 5 O 3 N 3 S 2 C 1 2 +H) + 1. LT) : 538 

mmm 1 8 

20 N- [1- (3, 4- i?VUU^yzJ)V) -4-bf^Uv;i/] - (6-v^^;i/ 
^;^-r^-2-^>Vf7yuj^t) 7th75 F<z>-8rEfc 

X81. N- [1- (3, 4-y^UDOyJW -4-fc°^U> ? ;H - (6- 

^M+y- 2 -^>y?7y>j;i/5 l t) r-thrs 

*&£#J 1 7TMlfcfk^2 0 0mg©^^y-^2ml — TH F 2mli§ 
25 Mtl^7jc^b^-hU^7A7K^0. 5ml £in*£ST3 B#H«#Lfc. 1 
&5©£&T p H£ 5 - 6 KHMLfctg, gf&X^H* tH U ^Pft^KKTW" 
i7K«7y f t>y , )A-e?£ilfc. «iESSL«^14 0mg 

XfI2. N- [1- (3, 4-y^/nn^>yjl/) -4-tr^U^W - (6- 
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5 L H — NMR (CDC 1 3 , 6 p pm) : 1. 31-1. 5 0 (2H, m) , 1. 
80-1. 92 ( 2 H, m) , 2. 03-2. 19 ( 2 H, m) , 2. 50-2. 
69 (2H, m) , 2. 95-3. 2 0 (6H, m) , 3. 33 (2H, s), 
3. 71-3. 85 (1H, m) , 3. 94 (2H, s) , 7. 03-7. 12 
(1H, m) , 7. 29-7. 40 (3H. m) , 7. 49-7. 5 4 ( 1 H, 
10 m) , 7. 8 0 - 7. 9 0 (2H, m) 

FAB-MS (m/e, (C 24 H 26 0 2 N 4 S 2 C 1 2 + H) + t It) : 537 

M^J 1 9 

N- [1- (3, 4-y^DD^>>?Jl/) - 4 - hf ^ U >?;!/] - (6-^>^jl/ 
15 ^;i/;^J^- 2 -^>'/f 77'J JVf^) Tir hT5 FOM 

^ > >?;UT 5 > £ ffl <^T»#J 1 8 (Dig 2 <h H«©;frtt , T?*»ffr&46 

'H-NMR (CDC 1 3 , (5ppm) : 1. 3 1-1. 49 (2H, m) , 1. 
78-1. 91 (2H, m) , 2. 02-2. 18 (2H, m) , 2. 48-2. 
20 65 (2H, m) , 3. 30 (2H, s) , 3. 69-3. 86 (1H, m) , 
3. 94 (2H, s) , 4. 68 (2H, d, J = 5. 6Hz) , 6. 48 (1 
H, t, J = 5. 6Hz), 7. 06 ( 1 H, d, J = 8. 2Hz), 7. 20- 
7. 42 (8H, m) , 7. 7 8 - 7. 8 8 <2H, m) , 8. 31 (1H, s) 

FAB-MS (m/e, (C 2 9 H 2 s O 2 N A S 2 C 1 2 + H) + 1 hX) : 599 

25 

Ul»J 2 0 

N — [1- (3, 4-^^ugy<>P)l) - [6- (2-bf 

usmm^ju) ^jjb;^ j^- 2 -^>yf7'/'JMt] y-tr h75 kod-p^ 
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1 H — NMR (CDC1 3 , 5ppm) : 1. 3 4- 1. 5 0 (2H, m) , 1. 
75-1. 91 ( 2 H, m) , 2. 02-2. 19 (2H, m) , 2. 45-2. 
68 (2H, m) , 3. 29 (2H, s) , 3. 68-3. 87 (1H, m) , 
5 3. 9 5 (2H, s) , 4. 79 (2H, d, J=4. 3Hz) , 7. 06 (1 
H, d, J = 8. 2Hz) , 7. 19-7. 38 ( 5 H, m) , 7. 65-7. 
80 (2H, m) , 7. 85-8. 00 (2H, m) , 8. 38 (1H, s), 
8. 5 8 (1H, d, J=4. 0Hz) 

FAB-MS (m/e, (C 28 H 27 0 2 N 5 S 2 C 1 2 + H) + tLT) : 600 

10 

zmm 2 1 

N- [1- (3, 4-^no^>y;W -4-hf^u^;i/] - (jLn2L£2k£ 

15 ^bfeo 

1 H — NMR (CDC1 3 , fippra) : 1. 3 2 - 1. 5 6 (2H, m) , 1. 
79-1. 92 ( 2 H, m) , 2. 03-2. 20 ( 2 H, m) , 2. 50-2. 
68 (2H, m) , 3. 06 ( 3 H, d, J=4. 9Hz) , 3. 31 (2H, 
s), 3. 70-3. 88 ( 1 H, m) , 3. 95 ( 2 H, s ) , 6. 10-6. 
20 25 (1H, m) , 7. 07 (1H, d, J = 8. 2Hz) , 7. 19-7. 3 
9 (3H, m) , 7. 79 (1H, dd, J = l. 7, 8. 5Hz) , 7. 87 
(1H, d, J = 8. 5Hz) , 8. 29 < 1 H, d, J = l. 7Hz) 
FAB-MS (m/e, (C 23 H 24 0 2 N 4 S 2 C 1 2 + H) + <LLT) : 523 

25 mmm 2 2 

N- [1- (3, 4-> ? ^na^>> ? ;i/) -4-h°^U^;i/] - [6- (3-bf 

3 -7^7 ^^-JHlU^>^ffi^T^»J 1 8 (Dig 2 £ratR<D^&T&«Mfc 
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1 H — NMR (CDC1 3 , <5ppm) : 1. 3 2 - 1. 5 0 (2H, m) , 1. 
79-1. 91 ( 2 H, m) , 2. 03-2. 20 ( 2 H, m) , 2. 51-2. 
67 (2H, m) , 3. 31 (2H, s), 3. 70-3. 90 ( 1 H, m) , 
3. 95 (2H, s) , 4. 71 (2H, d, J = 5. 5Hz) , 6. 56 (1 
5 H, t, J = 5. 5Hz) , 7. 07 ( 1 H, dd, J = l. 9, 8. 2Hz), 
7. 20-7. 41 (4H, m) , 7. 74 ( 1 H, d, J = 7. 9Hz) , 7. 
83 (1H, dd, J = l. 6, 8. 5Hz) , 7. 88 ( 1 H, d, J = 8. 
5Hz) , 8. 32 (1H, d, J = l. 6Hz) , 8. 57 (1H, dd, J 
= 1. 4, 4. 7Hz) , 8. 6 4 (1H, s) 
10 FAB-MS (m/e, (C 28 H 27 0 2 N 5 S 2 C 1 2 + H) + tbT) : 600 

mmm 2 3 

n- [1- (3, A--j^uu^yy)V) -4-tf^u^;i/] - (6-^j;wt^& 
-f;p-2-^>'/f7y'u;pft) 7th7s n 

1 H — NMR (CDC 1 3 , <5ppm) : 1 . 32-1. 50 (2 H, m) , 1. 
79-1. 91 (2H, m) , 2. 02-2. 18 (2H, m) , 2. 48-2. 
67 (2H, m), 3. 30 (2H, s) , 3. 70-3. 88 ( 1 H, m) , 
20 3. 9 4 (2H, s) , 5. 5 0-6. 3 4 (2H, m) , 7. 06 ( 1 H, d, 
J = 8. 0 Hz) , 7. 19-7. 38 ( 3 H, m) , 7. 81-7. 90 (2 
H, m) , 8. 3 3 ( 1 H, s) 

FAB-MS (m/e, (C 22 H 2 2 0 2 N 4 S 2 C 1 2 + H) + £ LT) : 509 

25 ±mmmmtmmzLx&,T(Dit^m^mz B 

N- [ (1- (3-7x— ;uyPtf;W - 3 -fcWJSW) *^)V\ ~ (2 
>y?7yjJW) 7th75H, 

N — [ (1- (4-^no^>yJ0 -3-tf^Uv 5 ;!/) j*^] - (2-^> 
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N- [ (1- (3-^DD^>yJW -3-^iJ5?jW ^5=-;i/] - (2-^> 

n- [ (l- (4-v'7y^>-^w - (2-^> 

»/^7V U 7th75F, 
5 N — [ ( 1 — (4-^DD-3-^hD^>yjW - 3 - tf^U j*?^] - 

( 2 - ^ > V U 7th75H, 
N — [ (1- (3->7/^>e?JW - 3 -tf^UvUI/) ^^Jl/] - (2-^> 

N- [1- (4-^OU^>yJW -4-tf^U^;H - (2-^>^7^U 
10 7th7 5H, 

N- [1- (3-^DD^>yjl/) - 4 - tfS U - (2-^>^77U 

7th75H 

##0iji 

15 n— [ (i-^>s>';i/-3-fcf^u^;i/) - (6-^hn-2-^>y 

'H-NMR (CDC 1 3 , <5ppm) : 0. 82-1. 10 (1H, m) , 1. 
20 20-2. 15 ( 6 H, m) , 2. 56-2. 80 ( 2 H. m) , 3. 10-3. 
50 (4H, m) , 4. 01 (2H, s) , 7. 00-7. 3 8 (6H, m) , 
7. 89 (1H, d, J=9. OHz) , 8. 31 ( 1 H, dd, J = 2. 3, 
9. OHz) , 8. 69 (1H, d, J=2. 3Hz) 

FAB-MS (m/e, (C 22 H 24 0 3 N 4 S 2 + H) + tUT) :457 

25 

##0»J2 

N— [ *=f-M - (2 -^>V^T^/U;i/^^-) TizhT^ 

xsi. n- [ (i - t -yh^ristDitf-ii- 3-tr^UvW - (2- 
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2. n- [ - (2-^>wyuji/ft) t 

5 -fehT^F^)^ 

Hm lTMLfcM7 4 Omglll 0%M-/^yH«2 Om 1 & 

7X«-7^^y^7A«Lfco ^£Mffi^£L^JBtel§r^4 0 3mg$ffe 
10 @#:<hbX#fc 0 

1 H — NMR (CDC 1 3 , <5ppm) :0. 94-1. 10 (1H, m) , 1. 

20-1. 40 (1H, m) , 1. 42-1. 75 (4H, m) , 2. 18-2. 

30 (1H, m) , 2. 32-2. 45 ( 1 H, m) , 2. 82-3. 00 (2 

H, m) , 3. 15 (2H, t, J = 6. 4Hz) , 3. 95 (2H, s) , 7. 
15 34 (1H, t, J = 7. 9Hz), 7. 46 (1H, t, 1 = 7. 9Hz) , 

7. 45-7. 62 ( 1 H, m) , 7. 78 ( 1 H, d, J = 7. 9Hz), 7. 

8 5 (1H, d, J =7. 9Hz) 

###13 

20 N — - (2 - A>>/^7'/'JJVft) 7-fe h7$ F<P^J% 

i - t -7>+y«-^-4-75 y twj i?>*m^xm^m2 tmm 

1 H — NMR (CDC 1 3 , <5ppm) : 1. 18-1. 37 (2H, m) , 1. 
78-1. 9 4 ( 2 H, m) , 2. 55-2. 75 ( 2 H, m) , 2. 96-3. 
25 05 (2H, m) , 3. 75-3. 91 ( 1 H, m) , 3. 92 (2H, s), 

7. 35 (1H, t, J = 7. 8Hz), 7. 45 ( 1 H, t, J=7. 8Hz), 
7. 45-7. 68 (1H, m), 7. 78 (1H, d, J = 7. 8Hz) , 7. 
8 4 (1H, d, J = 7. 8Hz) 
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N- [1- (3, 4-v^no^>v;i/) -4-hf^U^;i/] - (6-~hP- 

5 m-vmmit^^^vrz 0 

'H-NMR (CDC1„ fippm) : 1. 31-1. 50 (2H, m) , 1. 

80-1. 97 (2H, m) , 2. 02 -2. 20 (2H, m), 2. 55-2. 
75 (2H, m) , 3. 35 ( 2 H, s), 3. 71-3. 88 ( 1 H, m) , 

3. 99 (2H, s) , 6. 95 (1H, d , J = 8. 0Hz) , 7. 07 (1 

10 H, d, J = 8. 0Hz), 7. 28-7. 45 (2H, m) , 7. 91 ( 1 H, 

d, J = 8. 0Hz) , 8. 33 (1H, d, J = 8. 0Hz) , 8. 71 (1 
H, s) 

5 

15 t-*??-)V ( 6 -X h^y^M-J|/- 2 - ^>^ T'/'Jji'ft) T-fe^- 
2-^n^E-6-Xh^->^j|/fc;j//^>v/^T\/— )V2 8 6mg, t 

1 H — NMR (CDC 1 3 , <5 ppm) : 1. 41 (3H, t, J = 7. 0Hz) , 
1. 48 (9H, s) , 4. 10 (2H, s) , 4. 40 (2H, q, J = 7. 
25 0Hz), 7. 85 (1H, d, J = 8. OHz), 8. 11 ( 1 H, d, J = 
8. OHz) , 8. 4 8 (1H, s) 

m m ± o) m m w n 1$ 
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